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(54) B8W©£»] ^TVU *±WE-©W»**«»l«»t«-«ISSI 

(57) ft, »&tt*fl§lfc, &MMH§Jgj|&^©#|i«U fltaUE, 

(IB) A 1B , A 2B , A 38 IUKtE{bfi««>^*lC^-T*«>S. 

l±O v S ; R 1B ttr/V*;K TA^-ZK OH, T/w= 
df»>^ ; R ZB I4H, 7A"¥A\ COOR 5B (R s tiH, 
TJU*M , AD^y, N0 2 , CF 3 , OCF 3> O 
H, T;P3*^ ; mBttl~3 ; Cy c 1 B(4^^ 

6>o*Wft, xt/(2)-««; (ib) «9ft#»«fi#i-s 
-«(ia)r^$*i*^-g-fe, *©£Xtt*fte>©*fnit& 




A 3B 



[a*] -*St (ia) ofl:**tt, ->r!)/wK^x 
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(IA) 

lit I] 



,1A 



*3A 



-A 2 * 



,1A 



(IA) 



1) C 

2) C2-4W^S, 

3) 

4) C 1-4 7/^^1, 

5) - (CI — 4 TtV*jV) -7x^1, 

6) NR 3A R 4A S (X*, R^jSAtfR^tttil^na 

i-o ) , 

7) - (Cl-4 7;^/V) -OHS, 

8) - (C1^47/U*;l>) -^foSS, Sfcte 

9) - (C1-4 7MM -O- (Cl-4 7/^ 
^) S^bU R 2A te 

1) *SHH^ 

2 ) C 1 - 4 7/1^/1^ 

3) COOR 5A S (5*. R^tt^^JK^SfcttC 1- 
4 7^S***)t. ) . 

4) ^n^ylf, 

5) ~ h pS, 

6) hVyjloXttj^jV^ 

7) h 5 7/ls*u* 

8) tK^S, 

9) C 1^4 7/1/3^ 

10) CONR 6A R 7A S (S*. R 6A ^3J;^R 7A f«tl 
^nafticL-C, **JH J ?-*fcW:Cl-4ryw^SS:a 
t?i"o ) , 

11) S0 2 NR 8A R 9A I OS*, R 8A :fc£tfR 9A li* 
ix^tt^LT, TklRlS^ifcttc i-47/v^SSr 

mt>i~o ) SrStoU mAtel-3£^:bU mA#2 

*fc^3(Dtt«^OR 2A ^l^-'Ct^oTt>J: 

<> 

[ft 2] 




CyclA) 



[ft 3] 



[»#fi2] it*5ll5mo-«^ (IA) 
[»**3] -** (ib) 

[ft 4] 



(R 2B )mB 



OB 



3 1B 



(IB) 



GS«t», A 1B , A 2B ££tfA 3B te^;ft,ma£b-c\ m 

1) C 1~ 4 7/^/1^ 

2) C2-4 7;^;vi, 

3) *g£g, 

4) C 1-4 7/^^^S, 

5) - (Cl-4 7;^) -7=.~>V^ 

6) NR 3B R 4B 1 (£*, R 3B ^XXfR 4B \^tl^tim 

) . 

7) - -OHS, 

8) - (C1-4 7M/W) -^rnlS, £fcr± 

9) - (Cl-47/^) -O- (C1-47M 
JV) m&mt>l>, R 2B J2 

1) 

2) Cl-47/^;H, 

3) COOR 5B S (S*. R 5B H;K^m^fcHC l- 
4 7;^£^ibto ) > 

4) Apyylf> 

5) ^hnS, 

6) hy7;ktP^f/vS, 

7) hy7;i^tn^ h*^S, 
8) 

9) Cl-47^3^^, 

10) CONR 6B R7BS (S«K R 6B fcJ:tfR 7B te^;ft, 
fc>i". ) , Sfctt 

1 1) S0 2 NR 8B R 9B S R 8B *5J:^R 9B ^ 
tt^tia^LT, **JS : f-4fcttCl-4r/l/^*Sr 
Sto-to ) *8*>U mBttl-3S:SbU mBtf2 
4fcll3<0<ir#m^<@^R 2B ^-^t>M^or^J: 
<, 

[ft 5] 



CydBJ 



[ft 6] 
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tt-M6£*fcttH«B£fc*fcr*-. fcKU (1) 3 
5 - (5- (4-^Fp7j^) ft7i 

y-2 /uy^yy) -2-f-**v-A-?T s /9 

(2) 3-7 fW- 5 - (5-7xX/>77>' 
-2-^;Mfuy) -2-^-^-4-^779 i? 
(3) 3-y^vW-5- (5- (3-*/U**5/ 

-A-TTVW/f, (4) 3 -y^vw- 5 - (5- 

» -2-?-**y-4-^T^Vi?/>, (5) 3- 
(5- (4 -7/V77^^7x^) 7 

7^-2->r/M^^v) -2-mv-4-fr^ 

y^/y, (6) 3-^^-5- (5- (2-~hn 

(7) 3-7^-5- (5- 

(3-^hn7x^) yyy-2 — < frt^^s) - 

2-f^y-4-^ryy^/^ (8) 3-y^vv 

-5- (5- (4-^Fn7x^) yyV-2 
y^uy) -2-tt*V-A-*TV9*Jj> % 
(9) 3-^^-5- (5- (2-y^Vl— 5-^ h 
n7x^;v) 77y-2-^;^f^y) -2-^^-^r 
7-4 -^7/9 ^7 y, (10) 3-^^-5- (5 

- (2->nn7x^) 77^- 2 — T fl/^) 

-2-f**y-4-fr/yyy^ (11) 3-y^ 

/V-5- (5- (4-^n7x^) yyy- 2 -4 

/Mfuv) -2-f«y-4-fr>'y^yy, 

(12) 3-7^-5- (5- (2, 3-^nn7x 
n/k) 77^-2 — f;^f 1/^) - 2 

-fr/9^y, (13) 3-7^-5- (5- 

(3, 4-^nn7x^) 7 9^-2-^ A^^l" 
y) - 2 - f y - 4 - f 7 ^ !) 5? y (14) 3- 
7**71/- 5- (5- (2, 4-^PD7x^) 77 

y-2-4;vU-uis) -2-*;t*y-4-^7/y 

S^/y, (15) 3-^^-5- (5- (2, 

OP7x^) 77y-2-^/M^uy) - 2 
^y-4-f7/y^y y, (16) 3-7*^-5- 

(5- (2-^oo-4-^M7x^l/) 77^-2 
(17) 3-yf-^-5- (5- (3-^nn-4- 

y h^y^n/v) 77^2-^^fi/y) -2- 
wy-4-f7 % /y y, (is) 3-y^-s 

- (5- (3-^^7x^) 7 7y-2-^/U^f 

yy) -2-^7-4-^7/!)^;^ (19) 3 
-y fvu- 5 - (5- (4-7'd^7x^) yyi/- 
2— fA-y^yy) -2-^y-4-f7yy *yy 

y, (20) 3-y^-5- (5- (4-7/^o7x 
^/V) 77>-2-^;MfM -2-f-^y-4 

-^ryy-yyy, (21) 3-7*^-5- (5- (4 

-H-K7x^/V) 77V-2->f/Mf i/y) - 2 - 

f^y-4-fr/y^y (22) 3-7*^-5 



- (5- (3- Fy7/vtP^f^7x^/w) yyv- 

2- ^fWfuy) -2-f^y-4-f7/y *yy 

y, (23) 3-7y/U-5- (5- (4-^/^V7 
ain/U) 77^-2-^/Mf 1/^) - 2 -ft^y- 

(24) 3-ry/w- 5- (5- 

(3-1o;V^^yy^^;v) 7 7 y- 2 * U 

y) -2-my-4-f7/!J^/y (25) 3- 

ry^-5- (5- (2-^ho7x^) 77V- 2 

-^y*yy) -2-wy-4-f-7/y v>y 
y, (26) 3-ry^-5- (5- (3-~ Fn7x^ 
;v) yyis-2-< Y/i^y^yy) -2-f-^y-4- 

f7^y^/y, (27) 3-7y/V-5- (5- (4- 
^hn7x^/V) yyv- 2-^T/uy - 2 -f- 

t^y-4-f7/yv ? /y (28) 3-7!)^-5- 
(5- (2-^f;V-5-^ho7x^) 77^-2 

— Y/M^yy) -2-my-4-f7/y^7 

y, (29) 3-79^-5- (5- (3-hy7^tn 

y^/v^^^/i/) yyv- 2--f ;uy fM - 2 -* 
t^y-4-f7yy -yyy, (30) 3-ry^-s- 

(5- (2 u n7^/u) 77^-2-^;^^^ 
y) -2-^7-4-^7^/9^7^ (31) 3- 
79/W-5- (5- (3-^PP7x^) 77^-2 

— f/wy^yy) -2-wy-4-f7/yyv 

y, (32) 3 -7 9 A— 5- (5- (4-y uuy 

;v) 77 y-2— r/v-y^yy) -2-^^^-y-4- 
^ryy^yyy, (33) 3-7y^-5- (5- (2, 

3- ^DP7x^) 77y-2-Wf i/y) - 

2-ft^y-4-f7yy^yy > (34) 3-ry/w 

-5- (5- (2, 4-^nn7x^) 77^-2 

—Y/wy^yy) -2-wy-4-f7/y^y 

y, (35) 3-Ty^-5- (5- (3, 4-^nn 
7zn^) yyv-2-' f;Mf i/y) -2-^^-^y 
-4-fr/y^yy, (36) 3-ry/v-s- (5- 

(2-^nn-4--hD7x^) 777-2-^/1/ 

y^yy) -2-^7-4-^7/9^7^ (3 

7) 3-7U/U-5- (5- (3-^nn-4-yh^r 
^7x^;u) 77y-2-<</Mfl/y) -2-*** 
y-4-f7/y^77 (38) 3-79/1/-5- (5 

- (5-^oD-2-^f/>7x^) 77>~ 2 — f 

7W*yy) -2-ft^y-4-f7yy^yy, 

(39) 3-7y/V-5- (5- (3-:/n*7:n~/l0 

77y-2-wfM -2-^^-^y-4-^r 
yy-yyy, (40) 3-ry^-s- (5- (4-yo 

^7x^1 77^-2-Y/Mf l/y) -2-*2h* 

y-4-fryy^yy (41) 3-79^-5- (5 

- (4-7^ta7x^;U) 77y-2-^/MfU 
y) -2-f^y-4-f7/y^/7, (42) 3- 
ry^-5- (5- (4-3-K7xn/V) 777- 2 
— f/M^yy) -2-*;fr*y-4-*7/9^/ 
y, (43) 3-^y^V-5~ (5-7x^777- 
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7, (44) 3 -- <7v7V- 5 - (5- (4-^f/W7x 

-yi-) 77>-2->f/Mf^y) - 2 -?-ir*y-4 

-^T^/y^/^ (45) 3— <V^-5- (5- 
(2-^Fn7x^;v) 777-2 -^f/Mfi/y) - 

2- f^y-4-f7yy^>, (46) 3-"<7^ 
/W-5- (5- (3-^hD7x^;V) 777- 2 -4 

(47) 3— <7S^l/-5- (5- (4-^M7x^ 

77^-2-^f/Mfi/y) - 2 -=f-ir*y- 4 - 

€ ?T*/y*JS> s (48) 3-^<^^-5- (5- (4 
-^7r^/l'7x^) 77^-2-^Mfi/ 

7) -2-my-4-fr7!)v f ;y, (49) 3- 

^si/jV- 5 - (5- (3-h!J7;i/tP>f/W7x^ 

a-) 7 7y-2-WfM -2-f-^y-4- 

7-7V!J$V>\ (50) 3 — <V^/U-5- (5- (4 
-^nn7x^) 7 7y-2->f;^f i/y) -2- 

ft^y-4-fr/y^/y, (51) 3-^7^/w- 

5- (5- (2, 4-^op7x^) yyy-2- 

-f/^f i/y) -2-ft^y-4-fryy yyy, 

(52) 3 —OVA*- 5- (5- (2, 5-^nn7 
^yu) 777-2- M;Wfl^y) -2-*-**y 
(53) 3-^y^-5- (5 
- (2-^np-5-h!)7/Utn^f;V7x^;l/) 7 
7^-2-^/Mfl^y) -2-wy-4-f// 

(54) 3 -^7^/1—5- (5- (4-3- 
K7m=:/l/) 77y-2-{/Mfl/y) -2-^^-^r 

y-4-fr/y *?j 7 S (55) s^^tvu-s- 

(5- (2-^hP7x^;v) 77y-2-^f;Mfi^ 
7) -2-^7-4^7/^^^ (56) 3- 
yzL^/U-5- (5- (3-^bn7x^) 777 
-2— <r/M^77) - 2-f**y-4-fT/jy 
7 7, (57) 3-7^f;W-5- (5- (4-^-hn 

7x^;v) 777-2-^^fuy) -2-*-**y 

(58) 3-7x^;V-5- 
(5- (4-^;U77^^7x^;P) 777-2 — f 

/M^77) -2-my-4-f7yy^yy, 

(59) 3-7x^^-5- (5- (3-h!)7;PtP 
ptTV^m-yV) 777-2 — f/Mf 1^7) -2-f* 

t^y-4-f7^y^yy, (60) 3-7^^^- 

5- (5- (2 p D7i^;H 777- 2 -- f /M 

fi/y) -2-wy-4-f7yy^;7, (6i) 

3- 7a:*7Vl'-5- (5- (4-^nD7i^/H 7 

77-2-Wfi/y) -2-wy-4-^7/ 

yv>/7, (62) 3-731^^-5- (5- (2, 4 
-^DP7x^) 777-2-^/Mfl/7) -2 

-ft^y-4-f7/y^;y, (63) 

yt— 5 - (5- (2, 5-^dp7x^) 777- 
2— f/Mf 1/7) -2-ft^7-4-f7yyi>7 
7, (64) 3-7x^-5- (5- (4-7*n^-7 



^-/U) 777-2-^f/Mf77) -2-7^^-^y- 
4-^Tyy vV7, (65) 3 -^h 3^7- 5- (5- 
(2, 5-^od7x^) 777-2- (-fyl^^ 
77) -2-f^7-4-f7/y vV 7, (66) 3 
-^7^/1/- 5 - (5- (4-^hP7x^) 7^7 
3:7-2-^/^^77) -2-ft*y-4-f7 N / 
y^/7, (67) 3-3:^-5- (5- (\?uVi/y 
7 7 7-2-^f;Mf77) -2-^^-^r 
y-4-f7^y^7, (68) 3- (777-2-^ 
/MtVI") -5- (5- (2-^fn7x^) 777 

i/y) -2-f«y-4-f7yy^ 

/7 H (69) 3- (777-2->f;^fM -5- 
(5- (3-^hP7x^/V) 777-2-^f/Mf7 

7) -2-my-4-^7y y i^/7, (70) 3- 
(7 7 7-2-^f/Mf^) -5- (5 - (4-^hn 

7x^1/) 777-2-^;^fl/7) -2-7^*7 

-4-^7/1)^7, (71) 3- (777-2->f^ 
-5- (5- (4 -yn^y ^^jv) 777- 

2-^/^fi/y) -2-f^y-4-f7/y^y 

7, (72) 3- (77 7-2->f;Mf/H -5- (5 

- (2-^n7x^) 777-2--f/Mf77) 

-2-my-4-f7yy e?/7, (73) 3- (7 

7 7-2-^/^fyH -5- (5- (4-^nn7x 
~yW) 777-2-^;^fl/7) -2-7^^-^7-4 

-f/yy^/y, (74) 3- (777-2->f;Mf 

/V) -5- (5- (2, 4-^^pp7xx;U) 777 

-2-wf 1/7) -2-f^y-4-f7yy^ 

/7, (75) 3- (7 7 7-2-^/Mf-/V) - 5 - 
(5- (2, 5-^nP7x^) 777-2-^yW 

>f i/y) -2-wy-4-f7/y^/y > (7 

6) 3- (777-2-^/Mf^) -5- (5- (3 
-hy7/VtP^f/W7x^) 777- 2 --tVl/^ 

77) -2-ft^y-4-f7yy^yy, (77) 3 

- (7 7 7-2-^A^TVU) -5- (5- (4-*/W 
7r^-</l/7rc^^) 777-2-f/Mf77) -2 

-W7-4-f7/y^yy > (78) 3- (7^7 

tKD777-2^/WW -5- (5- (2-- 
hD7x^) 777-2— f^fU7) -2-7^ 

^y-4-f7/y^yy, (79) 3- (fF7tKp 

777-2-^A-^TVV) -5- (5- (3-^hP7 
ai^/W) 777-2 — f/Mf^7) - 2 -ft^-7- 
4-f7/y^7, (80) 3- (rF7t Ko777 
-2— Y/l^TVU-) -5- (5- (4 Fd7x^ 
)V) 777-2->f/MfM -2-^^7-4- 

fr/yv f ;7, (8i) 3- Cr h7t KP777-2 

-^/M^) -5- (5- (4-^^7x^/1/) 7 

77-2-^f/M^77) -2-ft^y-4-fry 

y^/7, (82) 3- {T h7t Yu 777-2 -^fyv 
^TVU) -5- (5- (2-^PP7x^) 7 7 7- 
2->T/Mf-77) -2-Wy-4-f7yy^/ 
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>\ (83) 3- (f F7tFo77>'-2-l'/Mf 
IV) -5- (5- (4-^0071-*) 77>-2- 

^/Mfuy) -2-f 1 ^y-4-g 1 Tyy -^y, 

(84) 3- (7F7tKn77>'-2 — f/Wfvi') - 
5- (5- (2, 4-^nn7i=;i') 75>-2- 

■^wf^) -2-f^y-4-fr-/!) 5>;y, 

(85) 3- (Th7tKB77y-2-^f;i/) - 
5- (5- (2, 5— 5?* nn 7 31=71') 77^-2- 
-OWf-UV) -2-f-tf-*y-4-?-T;/!J SWS: 

[00 0 1] 

S. SfefcBlXtt, (IB) 
[0 0 0 2] 
lit 7] 




A 3B 



[0 0 0 3] (sSf, i-^-COlH^-ii^iHtl^Cic^Sr 
ZixbnWkJsfe. (I 

A) 

[0 0 0 4] 
lit 8] 

(R 2A )mA > - A A 1 * S-/ A2A 

B^Vr« (,A) 
[000 5] (iSf , i-^TWlB-^li^IBi PI CIcBfefc 

[0 0 0 6] 

WW©**] «*^SiM©£3«&te3§mfc£S5fc 

y^-7 7?!)-, * K^y ^7r 5 v-trnt 

^tm* <D%k&t LTV * 5 £ t AW b £ 

ft. m%%*<D®®#&&<omm\cfoRi-?%zb%x.b 



ft-cffc t=?tti/^fy7r $ y -dJg-f 
y >v^©g?i^*- $ y ^ftiricaK lafrs r t 

u^^^lCjtt-fSSi^y^vKiSrfflv^^PjWfe 
t£*5(t 5 Cl&»iaiBIIBl±OS5«^S««f t m- 1 

[0007] iS^raHru-^voytfy k^IMI-c* 

tfy&fr L1Z$&t£&#m$i!fiMWZtlftZ> b ©H& 

x-m%mc&$.Zix, ->r/HW^7=-xK( 

9, 4tt«jg<Dwy/WW*x 
T> s L e x irBS-t-) **tr»fc4S£i!W8ie>tvcv* 
5. £&lCgi!r73-;ME&Bli&©/s'*T7 h • vj» 
*dSfft&£;ft Sii^ws Le x ^^±*5ri:(cJ; 

js*s**j 9 o $ft, y y * 

otttf,^ s Le x ©^ia^Jtt:i?l^1f:/&?> 
•fSiWfilB]«#«:ia*L, &3Mtt£&£tt3c4-f3m* 

^ti/^fywD^yKtfc^s Le x nfiu -to 

%tt£lbi- ZZbfcX-% (The Handbook of Immunophar 
macology, Adhesion Molecules, Academic Press, (199 
4), Trends in Pharmacological Sciences Vol.16, 418- 
423 (1995), Molecular Medicine Today, 310-321 (199 
7), J^JE Vol.17, 459-467 (1997)) x 08 

[0 0 0 8] 

[&*©affi] ^T'/yfvii*#tL-c, 

i37B^Jf7»!f (CS145021fO g^S^fi. -IRS; 
(A) 

[0 0 0 9] 
[ft 9] 
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NH W 

d 

[0 0 10] (sS^K X A li4-N0 2 , 3-N0 2 , 2 




[0012] -e^$^-5^**siatt*jxrv>a*, £ 

Jl"CV^6*fW"C*S. Zb. Pr. Chemickotechnol. 

Fak. SVST (1978), Volume Date 1975-197667-72^ 
tt, * (C) 

[0 0 13] 

[ft 1 1 ] 



OOC 2 H 5 , H, 4-CH 3 *fctt4-OCH 3 S:Sfe 

fcBM"6E*ttfcV\ Vses. Nauchn. Konf. Khi 

m. Tekhnol. Furanovykh Soedin. , [Tezisy Dokl. ], 3r 
d (1978), 96-7ICH, Si (B) 

[0 0 11] 

[ftl 0] 



NH ( B ) 




(CAS RN 35274-41-0} 




M-CH 3 (C) 



[0014] l^^W^hbistix^ztK £ 

*SttJwH-t"5IE*fctt*V^o Khim. Geterotsikl. 

Soedin. (1977), (11), 1490-4{Ctt, —JR* (D) 
[0 0 15] 
[ftl 2] 




[0 0 16] ?*ZhZit&mmi&£tlX^Z>i>K ± 
tlTVN^fcH-"Cfo>5o Chem. Zvesti (1973), 27 



! R° 


CAS RN 


N0 2 


35274-36-3 


CI 


35274-38-5 


Br 


35274-39-6 


H 


35274-41-0 


CH 3 


35274-42-1 


CN 


65491-25-0 


CH 3 CO 


65491-26-1 



(4), 521-4fcfi, -jRsS (E) 
[0 0 17] 
[ftl 3] 




0 2 N 



[0 0 18] (m^, B ntt^VS^£«r£fo-r« ) "C 

|Bttfl&V\ £/c, Zb. Pr. Chemickotechnol. Fak. SV 
ST (Slov. Vys. Sk. Tech.) (1971), Volume Date 1969 



N-R E (E) 



R E 


CAS RN 


CH 3 
Bn 


50848-82-3 
50848-81-2 



-1970 (F) 
[0 0 19] 
[ftl 4] 
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[0020] -e^tisfb 
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5- (5- (2, $-i?2uxiy=.=.>V) yy>-2- 

-2-f«y-4-f7/y^y$r 
(3) (IB) -e*Stt*ft^«o»5t*ftlcH 

[0041] *»wfcfei^rtt, wcs^u/j^Rim 
Htt* (ia) #£V-f®& (IB) t^^-ryy v^y^co 

[0 0 4 2] -KK (ia) *Jit/-jR* (ib) 

j^ia r 2a R 3A R 4A R 5A R 6A R 7A R 8A R 

9A nlB r> 2B d 3B t> 4B d 5B r> 6B D 7B 

r 8B , R 9B tcj:or^^$^^ci-4r^^st 

<ajitt#g -*a (IA) *5«fctf-«S; (IB) 
<K R 1A > R 1B idJ;oTSt>^tt^- (Cl-4 7;^ 
/>) -7x^1, - (Cl-4 7;^) -OHI, 
*3iW- (Cl-4 7;^) -O- (Cl-4 7;^ 
/W) g*OC 1 — AT^/vmt\t, y^/K ^5vK 

[0 0 4 3] -*« (IA) SsAtf-jR* (IB) (p, 
R lA „ R^lC^oTSfrSftSC 2-4T/Wr-yO'S£ 

Jltt#g-e&£ 0 (ia) (ib) 

R*\ R 1B iaotg^$WCl-47yV3^riySi: 
tfr*T,b<0Jltt#St?*)5. (ia) *J:tf-*BS 

(IB) R 2 \ R 2B iaotIt>JW^pyylf 

[0 0 4 4] (IA) *3J:tf-*3t (IB) 

[^2 2] 




IflS2 3] 



-14- 




[0045] \zi.ixmt>£tiz&kmmh\*, 5-7a 

[0 0 4 6] -jR* (ia) *5j;tf-«S; (IB) 
Ift2 4] 




[ft 2 5] 




[0 0 4 7] K£*oXmt>£tlZ>^um&£lfR 1A , 
R 1B \££iX$tt>ZtiZ>- (01^47^1 -^X 

* fc 6 »iR $ ix * 1 - 2 ffl n Jg^ S: 

&^fr-f 0 MM?. ««W^*J:tK/*fctt 

a*H-?-36> ba« £ tl3 1 - 2 f0O— x p Sr-gf tf 5 

s?y, f7 x /y^ tf^ye^ tv<? 

rh7t Kotry ^s*>\ ^f-t Ko try s v> 
^ h^t Ko try ^v*>\ ^mm: Kntry^y 

KP77V, 5?fc K^f 7>\ fh7t KPt s 7^ 

fc Kpft7xy, rh7t Kpf^*^ v>t Kn 
-/K 7F7tKpf7/-;K v> fc K»^f V^TV- 

fry "rYyM Kp^yfr/^K ^yy, 
/^yy, tfp^/K ^^y-/K tf^i/-/K try 
^ tr?i*>\ b°y * \*9tr*?> y r-^trv, 
i^T^tfv, 77^ e^y, ***tf>\ #*lH?t? 
ft7xy, ^r^y (ftt°7y) > f-^if^ 

3*-**$^ ^TWs f77ft p y^i 

[0 0 4 8] hrs (ia) # (ib) -c^£*x 

8*»Wft-&ft© 5 t>, R'^tt^KIl CI- 
4 7/V^K NR 3A R 4A g*5<i;tf- (Cl-4 7/^ 
/V) -^fPlS-Cfc^ R 1B £LT#4L<JS. CI 
-4 7/^/K NR 3B R 4B S*3J:tf- (Cl-47/^ 
^) .fp«iT?*)5 Q R 1A <bU, ^CSftK 



- (^!Jy-4-^/H R 1B ^rLT, £ 

bWfKit ^/wg, T^yg&j;t/- (ci- 
4 7;^;v) - (^yy-4-^f^) mxb>Z> 0 R 
2A bl,X&*L<\^ tt*JK^, ^hpg, YVVfrir 
n^^S&cttf SO z NR 8A R 9A g (£»K 1"-<TO 
E#tt«WEfcBIC*!*ft*t>-r. ) "C*>*K R 2B tLX 

S^J:t5S0 2 NR 8B R 9B S -T-<r©E*tt» 
BfclWi:*»«r«to1-o ) A 1A *UtfA 1B ^L 
r»*t<tt, K^JS^-Cfo6 0 A 2A &£XfA 2B tLX 

[0 0 4 9] 
[ft2 6] 

[ft 2 7] 



[ft2 8] 




iuff*i<tt, ^<yfy, tr y ^v*5J:tffc?y 
yxhz>o 

[0050] (ia) fc^uMRsS; (ib) 

5ft£*<0 5^ #*LV^ft«*tL-Ctt, -jRS: (i 
a) 

[ft2 9] 

fCydJ O Jr 
[0 0 5 1 ] (5S<K R 2 ^R 2A 4fc^R 2B ^^CS^ 
yclliCyc USfcttCy c 1 B & PS 

-To ) -e^Sftfift^*, (lb) 

[0 0 5 2] 
[ft3 0] 




-15- 



HRSC (Ic) 

[0 0 5 3] 

Hb3i] 



*SH5ft^*. HBSS (Id) 
[0 0 54] 
[flS3 2] 





o (M 




o m 



(R 2 )m 



TFZftZitG®. (Ie) 
[0 0 5 5] 
Ut3 3] 



^ft-Sfc-g*, -«a (if) 

[0 0 5 6] 
[ft3 4] 



("0 



s*3*i5fl:£*, **ife«>#«tttt, * fete-eft 6 <o* 
4~*2 1fcE*Lfcfls£*, *^60*Stt«, 

So 

[0 0 5 7] 
[£6] 




54 




(la-1) 



[0 0 5 8] 
1*7] 



No. 


(R 2 )m 


No. 


(R 2 )m 


No. 




1 


H 


15 


3-F 


29 


4-CH3 


2 


2-CO2CH3 


16 


4-F 


30 


2-OCH3 


3 


3-CO2CH3 


17 


2-CI, 4-CI 


31 


3-OCH3 


4 


4-CO2CH3 


18 


2-CI, 5-CF3 


32 


4-OCH3 


5 


2-C0 2 H 


19 


2-CF3 


33 


2-OH 


6 


3-C0 2 H 


20 


3-CF 3 


34 


3-OH 


7 


4-C0 2 H 


21 


4-CF3 


35 


4-OH 


8 


2-Br 


22 


2-CI, 4-CF 3l 6-CI 


36 


2-S0 2 NH 2 


9 


3-Br 


23 


3-CF3, 5-CF3 


37 


3-S0 2 NH 2 


10 


4-Br 


24 


2-OCF3 


38 


4-S0 2 NH 2 


11 


2-CI 


25 


3-OCF3 


39 


2-N0 2 


12 


3-CI 


26 


4-OCF3 


40 


3-N0 2 


13 


4-CI 


27 


2-CH3 


41 


4-NO z 


14 


2-F 


28 


3-CH3 







-16- 




(1*2) 



No. 




No. 




No. 


(R 2 )m 


1 


H 


18 


2-F 


35 


3-OCH3 


2 


2-C0 2 CH 3 


19 


3-F 


36 


4-OCHg 


3 


3-C0 2 CH 3 


20 


4-F 


37 


6-OCH 3 


4 


4-C0 2 CH 3 


21 


6-F 


38 


2-OH 


5 


6-CO2CH3 


22 


2-CF 3 


39 


3-OH 


6 


2-C0 2 H 


23 


3-CF3 


40 


4-OH 


7 


3-C0 2 H 


24 


4-CF3 


41 


6-OH 


8 


4-C0 2 H 


25 


6-CF3 


42 


2-S0 2 NH 2 


9 


6-C0 2 H 


26 


2-OCF3 


43 


3-S0 2 NH 2 


10 


2-Br 


27 


3-OCF 3 


44 


4-S02NH 2 


11 


3-Br 


28 


4-OCF3 


45 


6-S0 2 NH 2 


12 


4-Br 


29 


6-OCF 3 


46 


2-N0 2 


13 


6-Br 


30 


2-CH 3 


47 


3-N0 2 


14 


2-Ch 


31 


3-CH 3 


48 


4~N0 2 


15 


3-CI 


32 


4-CH 3 


49 


6-N0 2 


16 


4-CI 


33 


6-CH3 






17 


6-Cl 


34 


2-OCH 3 







[0 0 5 9] 

m 

S K' CH ' 

A * S v 1 



No. 




No. 


(n 2 )m 


NO. 


(R 2 )m 


1 


H 


14 


2-F 


27 


4-OCH3 


2 


2-CO2CH3 


15 


4-F 


28 


6-OCH3 


3 


4-C0 2 CH 3 


16 


6-F 


29 


2-OH 


4 


6-C0 2 CH 3 


17 


2-CF 3 


30 


4-OH 


5 


2-C0 2 H 


18 


4-CF3 


31 


6-OH 


6 


4-C0 2 H 


19 


6-CF3 


32 


2-S0 2 NH 2 


7 


6-C0 2 H 


20 


2-OCF3 


33 


4-S0 2 NH 2 


8 


2-Br 


21 


4.OCF3 


34 


6-S0 2 NH 2 


9 


4-Br 


22 


6-OCF3 


35 


2-N0 2 


10 


6-Br 


23 


2-CH3 


36 


4-N0 2 


11 


2-CI 


24 


4-CH3 


37 


6-N0 2 


12 


4-CI 


25 


6-CH3 






13 


6-CI 


26 


2-OCH3 






[0 0 6 0] 



-17- 




(lb-1) 



No. 


(R 2 )m 


No. 


(R 2 )m 


No. 


<R 2 )m 


1 


H 


15 


3-F 


29 


4-CH3 


2 


2-C0 2 CH 3 


16 


4-F 


30 


2-OCH3 


3 


3-CO2CH3 


17 


2-CI, 4-CI 


31 


3-OCH3 


4 


4-CO2CH3 


18 


2-CI, 5-CF3 


32 


4-OCH3 


5 


2-C0 2 H 


19 


2-CF3 


33 


2-OH 


6 


3-C0 2 H 


20 


3-CF3 


34 


3-OH 


7 


4-C0 2 H 


21 


4-CF 3 


35 


4-OH 


8 


2-Br 


22 


2-CI, 4-CF3, 6-CI 


36 


2-S0 2 NH 2 


9 


3-Br 


23 


3-CF 3 , 5-CF3 


37 


3-S0 2 NH 2 


10 


4-Br 


24 


2-OCF 3 


38 


4-S0 2 NH 2 


11 


2-CI 


25 


3-OCF3 


39 


2-N0 2 


12 


3-CI 


26 


4-OCF3 


40 


3-N0 2 


13 


4-CI 


27 


2-CH3 


41 


4-N0 2 


14 


2-F 


28 


3-CH3 







[0 0 6 1] 

»i 0] 



-18- 



S8_ 

S 




(lb-2) 



No. 


(R 2 )m 


No. 


(R 2 )m 


No. 


(R 2 )m 


1 


H 


18 


2-F 


35 


3-OCH3 


2 


2-C0 2 CH 3 


19 


3-F 


36 


4-OCH3 


3 


3-C0 2 CH 3 


20 


4-F 


37 


6-OCH3 


4 


4-CO2CH3 


21 


6-F 


38 


2-OH 


5 


6-CO2CH3 


22 


2-CF3 


39 


3-OH 


6 


2-C0 2 H 


23 


3-CF3 


40 


4-OH 


7 


3-C0 2 H 


24 


4-CF 3 


41 


6-OH 


8 


4-C0 2 H 


25 


6-CF 3 


42 


2-S0 2 NH 2 


9 


6-C0 2 H 


26 


2-OCF3 


43 


3-S0 2 NH 2 


10 


2-Br 


27 


3-OCF 3 


44 


4-S0 2 NH 2 


11 


3-Br 


28 


4-OCF3 


45 


6-S0 2 NH 2 


12 


4-Br 


29 


6-OCF3 


46 


2-N0 2 


13 


6-Br 


30 


2-CH3 


47 


3-NO2 


14 


2-CI 


31 


3-CH3 


48 


4-N0 2 


15 


3-CI 


32 


4-CH3 


49 


6-N0 2 


16 


4-CI 


33 


6-CH3 






17 


6-CI 


34 


2-OCH3 







[0 0 6 2] 

3S9 




(lb-3) 



No. 




No. 


(R 2 )m 


No. 


(R 2 )m 


1 


H 


14 


2-F 


27 


4-OCH3 


2 


2-CO2CH3 


15 


4-F 


28 


6-OCH3 


3 


4-CO2CH3 


16 


6-F 


29 


2-OH 


4 


6-C02CH 3 


17 


2-CF3 


30 


4-OH 


5 


2-C0 2 H 


18 


4-CF3 


31 


6-OH 


6 


4-C0 2 H 


19 


6-CF3 


32 


2-S0 2 NH 2 


7 


6-C0 2 H 


20 


2-OCF 3 


33 


4-S0 2 NH 2 


8 


2-Br 


21 


4-OCF3 


34 


6-S0 2 NH 2 


9 


4-Br 


22 


6-OCF3 


35 


2-NOg 


10 


6-Br 


23 


2-CH3 


36 


4-N0 2 


11 


2-CI 


24 


4-CH 3 


37 


6-N0 2 


12 


4-CI 


25 


6-CH3 






13 


6-CI 


26 


2-OCH3 







;0 0 6 3] 
»12] 



-19- 



810 




No. 


(R 2 )* 


No. 


(R 2 )m 


No. 


(R 2 )m 


1 


H 


15 


3-F 


29 


4-CH3 


2 


2-C0 2 CH 3 


16 


4-F 


30 


2-OCH3 


3 


3-C0 2 CH 3 


17 


2-Cl r 4-CI 


31 


3-OCH3 


4 


4-C0 2 CH 3 


16 


2-CI, 5-CF 3 


32 


4-OCH3 


5 


2-C0 2 H 


19 


2-CF3 


33 


2-OH 


6 


3-C0 2 H 


20 


3-CF 3 


34 


3-OH 


7 


4-C0 2 H 


21 


4-CF3 


35 


4-OH 


8 


2-Br 


22 


2-CI, 4-CF3, 6-CI 


36 


2-S0 2 NH 2 


9 


3-Br 


23 


3-CF 3 , 5-CF 3 


37 


3-S0 2 NH 2 


10 


4-Br 


24 


2-OCF3 


38 


4-S0 2 NH 2 


11 


2-CI 


25 


3-OCFg 


39 


2-N0 2 


12 


3-CI 


26 


4-OCF3 


40 


3-N0 2 


13 


4-CI 


27 


2-CH3 


41 


4-N0 2 ! 


14 


2-F 


28 


3-CH3 







mi 3] 



-20- 



[0 0 6 5] 
[Ml 4] 

k^O (to*) 



No. 


(R 2 )m 


No. 


(R 2 )m 


No, 


(R 2 )m 


1 


H 


18 


2-F 


35 


3-OCH 3 


2 


2-C0 2 CH 3 


19 


3-F 


36 


4-OCH3 


3 


3-C0 2 CH3 


20 


4-F 


37 


6-OCH3 


4 


4-C0 2 CH 3 


21 


6-F 


38 


2-OH 


5 


6-C0 2 CH 3 


22 


2-CF3 


39 


3-OH 


6 


2-C0 2 H 


23 


3-CF 3 


40 


4-OH 


7 


3-C0 2 H 


24 


4-CF3 


41 


6-OH 


8 


4-C0 2 H 


25 


6-CF3 


42 


2-S0 2 NH 2 


9 


6-C0 2 H 


26 


2-OCF3 


43 


3-S0 2 NH 2 


10 


2-Br 


27 


3-OCF3 


44 


4-S0 2 NH 2 


11 


3-Br 


26 


4-OCF 3 


45 


6-S0 2 NH 2 


12 


4-Br 


29 


6-OCF3 


46 


2-N0 2 


13 


6-Br 


30 


2-CH3 


47 


3-N0 2 


14 


2-CI 


31 


3-CH3 


48 


4-N0 2 


15 


3-CI 


32 


4-CH 3 


49 


6-NO a 


16 


4-CI 


33 


6-CH3 






17 


8-CI 


34 


2-OCHa 







an 




-21- 



S12 




No. 


(R 2 )m 


No. 




No. 


(R 2 )m 


1 


H 


14 


2-F 


27 


4-OCH3 


2 


2-C0 2 CH 3 


15 


4-F 


28 


6.OCH3 


3 


4-CO2CH3 


16 


6-F 


29 


2-OH 


4 


6-C0 2 CH 3 


17 


2-CF3 


30 


4-OH 


5 


2-C0 2 H 


18 


4-CF3 


31 


6-OH 


6 


4-C0 2 H 


19 


6-CF3 


32 


2-SO z NH 2 


7 


6-C0 2 H 


20 


2-OCF3 


33 


4-S0 2 NH 2 


8 


2-Br 


21 


4-OCF3 


34 


6-S0 2 NH 2 


9 


4-Br 


22 


6-OCF3 


35 


2-N0 2 


10 


6-Br 


23 


2-CH3 


36 


4-N0 2 


11 


2-CI 


24 


4-CH 3 


37 


6-N0 2 


12 


4-CI 


25 


6-CH3 






13 


6-CI 


26 


2-OCH3 







ai 3 



(R)n, ~LJl s ]} 0 

2 W // 





3 


2 








No. 


(R 2 )m 


No. 




No. 


(R 2 )m 


1 


H 


15 


3-F 


29 


4-CH3 


2 


2-CO2CH3 


16 


4-F 


30 


2-OCH 3 


3 


3-C0 2 CH 3 


17 


2-Cl, 4-CI 


31 


3-OCH3 


4 


4-CO2CH3 


18 


2-CI, 5-CF3 


32 


4-OCH3 


5 


2-C0 2 H 


19 


2-CF3 


33 


2-OH 


6 


3-C0 2 H 


20 


3-CF3 


34 


3-OH 


7 


4-C0 2 H 


21 


4-CF3 


35 


4-OH 


8 


2-Br 


22 


2-CI, 4-CF3, 6-CI 


36 


2-S0 2 NH 2 


9 


3-Br 


23 


3-CF3, 5-CF g 


37 


3-S0 2 NH 2 


10 


4-Br 


24 


2-OCF3 


38 


4-S0 2 NH 2 


11 


2-CI 


25 


3-OCF3 


39 


2-N0 2 


12 


3-CI 


26 


4-OCF3 


40 


3-N0 2 


13 


4-CI 


27 


2-CH 3 


41 


4-NOz 


14 


2-F 


28 


3-CH3 







[0 0 6 7] 
[*1 6] 



-22- 



g14 







1 ^ 


S 




(Id-2) 






r O» J/ 


0 




2 




If 






No. 


(R 2 )m 


NO. 


(R z ) m 


No. 


(R 2 )m 


1 


H 


18 


2-F 


35 


3-OCH3 


2 


2-C0 2 CH 3 


19 


3-F 


36 


4-OCH 3 


3 


3-C0 2 CH 3 


20 


4-F 


37 


6-OCH 3 


4 


4-C0 2 CH 3 


21 


6-F 


38 


2-OH 


5 


6-C0 2 CH 3 


22 


2-CF 3 


39 


3-OH 


6 


2-C0 2 H 


23 


3-CF 3 


40 


4-OH 


7 


3-COgH 


24 


4-CF 3 


41 


6-OH 


8 


4-C0 2 H 


26 


6-CF 3 


42 


2-S0 2 NH 2 


9 


6-C0 2 H 


26 


2-OCF 3 


43 


3-S0 2 NH 2 


10 


2-Bf 


27 


3-OCF 3 


44 


4-S0 2 NH 2 


11 


3-Br 


28 


4-OCF3 


45 


6-S0 2 NH 2 


12 


4-Br 


29 


6-OCF 3 


46 


2-N0 2 


13 


6-Br 


30 


2-CH 3 


47 


3-N0 2 


14 


2-CI 


31 


3-CH 3 


48 


4-N0 2 


15 


3-CI 


32 


4-CH 3 


49 


6-N0 2 


16 


4-CI 


33 


6-CH 3 






17 


6-CI 


34 


2-OCH 3 







-23- 



[0 0 6 8] 

i*i 7] 

SIS 




(ld-3) 



No. 


(R 2 )m 


No. 


(R 2 )* 


No. 


(R 2 )m 


1 


H 


14 


2-F 


27 


4-OCH 3 


2 


2-C02CH 3 


15 


4-F 


28 


6-OCH 3 


3 


4-C02CH 3 


16 


6-F 


29 


2-OH 


4 




17 


2-CF 3 


30 


4-OH 


5 


2-C0 2 H 


18 


4-CF 3 


31 


6-OH 


6 


4-C0 2 H 


19 


6-CF3 


32 


2-S0 2 NH 2 


7 


6-C0 2 H 


20 


2-OCF3 


33 


4-S0 2 NH 2 


8 


2-Br 


21 


4-OCF3 


34 


6-S0 2 NH 2 


9 


4-Bf 


22 


6-OCF3 


35 


2-N0 2 


10 


6-Br 


23 


2-CH3 


36 


4-N0 2 


11 


2-CI 


24 


4-CH3 


37 


6-N0 2 


12 


4-CI 


25 


6-CH3 






13 


6-CI 


26 


2-OCH 3 







0 0 6 9] 

imi s] 



S16 



S 




No. 


(R 2 )m 


No. 


(R 2 )m 


NO. 


(R 2 )m 


1 


H 


15 


3-F 


29 


4-CH3 


2 


2-C0 2 CH3 


16 


4-F 


30 


2-OCH 3 


3 


3-C0 2 CH3 


17 


2-CI, 4-CI 


31 


3-OCH 3 


4 


4-CO2CH3 


18 


2-CI, 5-CF3 


32 


4-OCH3 


5 


2-C0 2 H 


19 


2-CF 3 


33 


2-OH 


6 


3-CO z H 


20 


3-CF 3 


34 


3-OH 


7 


4-C0 2 H 


21 


4-CF 3 


35 


4-OH 


8 


2-Br 


22 


2-CI, 4-CF3, 6-C* 


36 


2-S0 2 NH 2 


9 


3-Br 


23 


3-CF3, 5-CF3 


37 


3-S0 2 NH 2 


10 


4-Br 


24 


2-OCF3 


38 


4-S0 2 NH 2 


11 


2-CI 


25 


3-OCF3 


39 


2-N0 2 


12 


3-CI 


26 


4-OCF 3 


40 


3-N0 2 


13 


4-CI 


27 


2-CH3 


41 


4-N0 2 


14 


2-F 


28 


3-CH 3 







mi 9] 



-24- 



SE17 

S 




No, 


(R 2 )m 


No. 


(R 2 )m 


No. 


(R 2 )m 


1 


H 


18 


2-F 


35 


3-OCH3 


2 


2-CO2CH3 


19 


3-F 


36 


4-OCH3 


3 


3-C02CH 3 


20 


4-F 


37 


6-OCH3 


4 


4-CO2CH3 


21 


6-F 


38 


2-OH 


5 


6-CO2CH3 


22 


2-CF 3 


39 


3-OH 


6 


2-C0 2 H 


23 


3-CF3 


40 


4-OH 


7 


3-C0 2 H 


24 


4-CF 3 


41 


e-OH 


8 


4-C0 2 H 


25 


6-CF3 


42 


2-so 2 NH 2 


9 


6-COgH 


26 


2-OCF3 


43 


3-S0 2 NH 2 


10 


2-Br 


27 


3-OCF 3 


44 


4-S0 2 NH 2 


11 


3-Br 


28 


4-OCF 3 


45 


6-S0 2 NH 2 


12 


4-Br 


29 


6-OCF3 


46 


2-N0 2 


13 


6-Br 


30 


2-CH 3 


47 


3-N0 2 


14 


2-CI 


31 


3-CH3 


48 


4-N0 2 


15 


3-CI 


32 


4-CH3 


49 


6-N0 2 


16 


4-CI 


33 


6-CH3 






17 


6-CI 


34 


2-OCH 3 







[0 0 7 1 J 

[820] 

sis 




1 nu, 


\ n im 


Ma 
"U. 


/r2\ 
l n Im 


No. 


fR 2 ) I 


1 


H 


14 


2-F 


27 


4-OCH3 


2 


2-CO2CH3 


15 


4-F 


28 


6-OCH3 


3 


4-CO2CH3 


16 


6-F 


29 


2-OH 


4 


6-C0 2 CH 3 


17 


2-CF3 


30 


4-OH 


5 


2-C0 2 H 


18 


4-CF 3 


31 


6-OH 


6 


4-C0 2 H 


19 


6-CF3 


32 


2-S0 2 NH 2 


7 


6-C0 2 H 


20 


2-OCFg 


33 


4-S0 2 NH 2 


8 


2-Br 


21 


4-OCF3 


34 


6-S0 2 NH 2 


9 


4-Br 


22 


6-OCF3 


35 


2-N0 2 


10 


6-Br 


23 


2-CHg 


36 


4-N0 2 


11 


2-CI 


24 


4-CH 3 


37 


6-N0 2 


12 


4-CI 


25 


6-CH3 






13 


6-CI 


26 


2-OCH3 






[U U 


T2~] ' 











[*2 1] 
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«19 




No. 


(R 2 )m 


No. 


(R 2 )m 


No. 


(R 2 )m 


1 


H 


15 


3-F 


29 


4-CH 3 


2 


2-C0 2 CHa 


16 


4-F 


30 


2-OCH3 


3 


3-CO2CH3 


17 


2-CI, 4-CI 


31 


3-OCH3 


4 


4-CO2CH3 


18 


2-CI, 5-CF3 


32 


4-OCH 3 


5 


2-C0 2 H 


19 


2-CF3 


33 


2-OH 


6 


3-C0 2 H 


20 


3-CF3 


34 


3-OH 


7 


4-C0 2 H 


21 


4-CF3 


35 


4-OH 


8 


2-Br 


22 


2-CI, 4-CF3, 6-CI 


36 


2-S0 2 NH 2 


9 


3-Br 


23 


3-CF 3 , 5-CF3 


37 


3-S0 2 NH 2 


10 


4-Br 


24 


2-OCF3 


38 


4-S0 2 NH 2 


11 


2-CI 


25 


3-OCF3 


39 


2-N0 2 


12 


3-CI 


26 


4-OCF3 


40 


3-N0 2 


13 


4-CI 


27 


2-CH3 


41 


4-N0 2 


14 


2-F 


28 


3-CH3 







[*2 2] 
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820 




No. 


(R 2 )m 


No. 


(R 2 )m 


NO. 


(R 2 )™ 


1 


H 


18 


2-F 


35 


3-OCH3 


2 


2«C0 2 CH 3 


19 


3-F 


36 


4-OCH3 


3 


3-C0 2 CH 3 


20 


4-F 


37 


6-OCH 3 


4 


4-C0 2 CH 3 


21 


6-F 


38 


2-OH 


5 


6-C0 2 CH 3 


22 


2-CF3 


39 


3-OH 


6 


2-C0 2 H 


23 


3-CF3 


40 


4-OH 


7 


3-C0 2 H 


24 


4-CF3 


41 


6-OH 


8 


4-C0 2 H 


25 


6-CF3 


42 


2-S0 2 NH 2 


9 


6-C0 2 H 


26 


2-OCF 3 


43 


3-S0 2 NH 2 


10 


2-Br 


27 


3-OCF3 


44 


4-S0 2 NH 2 


11 


3-Br 


28 


4-OCF 3 


45 


6-S0 2 NH 2 


12 


4-Br 


29 


6-OCF3 


46 


2-N0 2 


13 


6-Br 


30 


2-CH 3 


47 


3-N0 2 


14 


2-Ct 


31 


3-CH3 


48 


4-NO2 


15 


3-CI 


32 


4-CH3 


49 


6-N0 2 


16 


4-CI 


33 


6-CH 3 






17 


6-CI 


34 


2-OCH3 







[0 0 7 4] 
[«2 3] 



«21 



■^vy , y\ ^° (,, - 3) 

2 \J 



No. 


(R 2 )* 


No. 


(R^m 


No. 


(R 2 )m 


1 


H 


14 


2-F 


27 


4-OCH 3 


2 


2-C0 2 CH 3 


15 


4-F 


28 


6-OCH 3 


3 


4-C0 2 CH 3 


16 


6-F 


29 


2-OH 


4 


6-C0 2 CH 9 


17 


2-CF3 


30 


4-OH 


5 


2-C0 2 H 


18 


4-CF3 


31 


6-OH 


6 


4-C0 2 H 


19 


6-CF3 


32 


2-S0 2 NH 2 


7 


6-C0 2 H 


20 


2-OCF3 


33 


4-S0 2 NH 2 


8 


2-Br 


21 


4-OCF3 


34 


6-S0 2 NH 2 


9 


4-Br | 


22 


6-OCF3 


35 


2-N0 2 


10 


6-Br 


23 


2-CH 3 


36 


4-N0 2 


11 


2-CI 


24 


4-CH3 


37 


6-N0 2 


12 


4-CI 


25 


6-CH3 






13 


6-CI 


26 


2-OCH 3 







0 0 7 5] 



-«st (ia) jsiix-itta: (ib) -cssjis* 
urii, T/ujjy&m cay**, -^hy*^) o 

S y, t°^y i/y, ;—;vr%>, 
[0 0 7 6] -«w (ia) *5j:t/-«a; (ib) -c^$ft 

[0077] -jbsc (ia) aaiuHtta; (ib) -c 
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[0 0 7 8] 

M*Wft£*©«3t#»] (a) -*S (IB) "C^ 
[ft 3 5] 



#^«lt«-**b-*-fl:*lf,"V«:*>t»-«S (IB-D 

[0 0 7 9] 
[ft 3 6] 




[0080] -r^-croiB^ttSSiHt m CftSfcS: 
*fcf. ) ■e*Sit*ft'frWtt, -«W (ID 

[0 0 8 1] 
[ft 3 7] 

(R 2B ) mB> ^ A* 

fcyeie)-£_J*-CHO 

[00 8 2] (^TT^-CWtB^flltlrEt E CitefeS: 

**>■*-. ) -e^Sftaft-^i, (in) 

[0 0 8 3] 
[ft3 8] 

A 2B 

A 39 

[0 0 84] (sw, f *<r oiB^ttfltfEi n i:*** 
iif * 0 roKjStt^*p-e*9. 

Ttwia^S/K*) ifiS (ffflH- hP*A* tv< 
[0 0 8 5] (b) -«« (ib) -e*sjx5*»«{k 

[flS3 9] 

^-se^**t>i-ft^KrV*fct>, (ib-2) 

[0 0 8 6] 
[ft4 0] 




A 30 



[0 0 8 7] t is 

mt>-To ) -C*Six5*38W^»tt, (IB-1) 
"CS * ft S ^ilTcSiS left-*" r fc J: 9 «frf 5 

[0 0 8 8] ±|B<?5Sl£tt^*lt?*)0 , flSitf* 

m (<<>i?y, hAsx-^m ^tc^pj (3, 5-s>* 

Dv^y (Hantzsch^TVl/) ») fcitfgttftLfc^y 
*y/HrfflV^-C, a«tfi«T?l 0-2 2 CRISIS 
r fcfcj; Off* 5 £fc 

[0 0 8 9] -«5t (II) fciOMttA (in) -c** 

lei 0JGSf 5 «*fi* -»5£ (II) "C 
*StbftflrfMbHU Tetrahedron Lett. (1993), 34 (l 

5), 2437Hoe«o**K*i:rj(jirt-aifcds-e# 

[0 0 9 0] 

theM»^5HL-60»M 
1 0%*lfrffjliL***tri™i-1640«F*S:«v^«fW 
«U 2.5X 1 0 4 <@/m 1 OflSa^WiEL^o ^C0» 

■fe hT^ K- 2-7***^- a- #7* ht°7/^K 
(Bzl-GalNAc, Sigma**:) SrJD*., 3 7t, 6 
5% C0 2 T-Ci^#U^o ^^I-CHL-6 0»± 

Lx Bzl-Gal NAc*r»*i-a*fcl 0%4=I&fr 
AL}SSr^t>RPMI-1640»»-ejSfe}^L, HtfiMfi&4. OX 1 
0 4 f@/m 1 0>**fcB»Lfc a ^OlHBMmfcttB 
H{fr&**fctt=» V hn-;^ LTODMS 0***1-? 
iX*»Slft , T?0.3/iM, LO/zM, 3. On M*fcf4 1 %K 
ft*±5fcJ0*., £&tCl 2«PR|»*Ufco -©SMS* 

■fa— RSifrttrtJJgOCSLEX-l (Becton Dickinson) £ 

*fc, LTHFITC-goat affinity pur 

ified ffi^** I gMmft (Cappeltt) «rfflV*fc 0 B 
zl-Gal NAcSr(ft*Lfcr tJCtUa^hn— /V 

t\ «*0#»W{fc**«r*!aiUfc»"Ctt8 Le x ^ 
SttH*S*rCi\fc. Mill *!SWl-e«JtSJxfcft 
^tl»3 MMoMtl 0 0%fl)B»«rSU fflie^4 
<K No.41-e»t>ft*ta{fctfr* (^{fc-g*, CAS RN 69 
512-99-8) 
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[0 0 9 1] 
Ift4 1] 



0 2 N 




[0 0 9 2] (t 3 /zM(DS$"C5 8%OB*Sr^U 
SWBSM'K No.38T«t>SJx5ft-&* (mjRffr&tt, C 
ontacttt, # ^ P ^#^-1499-0857) 

[0 0 9 3] 

[ft 4 2] 




fit 3 /i MOMt 10 0 %<DmW*7F 
[0 0 9 4] 

[*tt] ^Wft*ft©»ttW:*#fcftV^tO-C*>9, 

So 

[0 0 9 5] 

[»*] HRSC (IA) *5±tf-*a; (IB) 
[0 0 9 6] 

[E^p°n-.cDjiffl] (ia) sioHtt* (ib) -c 

ft^fciiSOBtt^S^Sfcii, Eft, ^WSfcttS 
ft, fe^^)*, &SB#IW 

lmg^b 1000m g^lt, 1 0 llald'&ftBMi 
0.1mgd^l0 0mgO«i"C, 1B1EW>6RIH# 

[0 0 9 7] *»Wft^ftSrl9:^-r5liai2:tt, Snfi^ 



pa*©fc»ortawH3iwjKtt, esu asj, 
Asm* mk wmmm»is*ti*. xtt^mat, /^ 

[0 0 9 8] r©J:5ftrtaiMBH»»JKi3V^"Ctt, t>£ 

#J (9* h-*, vy^ h-/K ^3-^, tfttirfi-t; 
/vd^, ^y^v^) H jg^SI (t Ko^^pf/v 

So 

[0 0 9 9] enft4F-Ofc»©rt«W«»JB:, 3S#Jttfc 

mm* %itm, tmau mm* a 

[0 10 0] #&U&5-<D'ftib<Oimmt LTtt, ff! 

tk> %m&&&, mmrn. /pe^^-/K ^y 

itm, mmm, ami. umm^/^x^ 
m<Dmtmm%&* ft \mom\ \mm mm-t s r 

ir^rtSo 

[0101] ^ftPS^Ofc^O^rOfifi^SiSJi: UT 

9*6**ft6^«lWW, ^W^J, »A#J, 

u — SU. *»*J:t«lrta4«)fc»«>^y1»- 

^ns 0 ^^w-ffltt, -j»ttlcfflv^b*L8«WtiJ£Wfc 



-29- 



868, 691-^*3 J: tfpgf53, 095, 355-§-tS¥L< SBRSiVTV 
[0 10 2] 

V\ h^5 7^-|C,tS^SIcOfflfilf*3 < tOtTLC 

[0 10 3] HiSftJl 

3-T $ 7-5- (5- (4-^BB7x=*) 77V 

-2— f^f-U'V) -2-^-**y-4-f-r/y s? 

[flS4 3] 




[0104] 3-7;;n^y (2 2 2mg) *3 J:t^ 
5 - (4-^nD7x^;V) 7^7 7^ (3 0 9m 

g) <o3L9/-,v (i 5mi) mmic gtmi-hyt* 

(5mg) £#0x., SOttlWUo 

ft±t5*-ClB*«aMl, &S6U TEfctttttfrf-S* 

XHflSftft (4 4 2mg) S:»fc 0 

TLC : R f 0.16 (^no*M) ; 

NMR (d 6 -DMSO) : 6 7. 86 (d, J=8. 8Hz, 2H), 7.72(s, 1 

H), 7.64(d, J=8.8Hz,2H), 7.38(s,2H), 5. 95 (brs, 2H) , 

[0105] mmn m ~~mmn o o) 
[0106] iafcwi (i) 

3-^^-5- (5- (4-^h^^/^^7x 

Mb 4 4] 
[0 10 7] 



s 




T L C : R f 0. 60 (^dr* V : ft»3i^= 2 : 
1) ; 

NMR (CDC1 3 ) : 6 8. 15 (d, J=8Hz,2H), 7.84(d,J=8H 
z,2H), 7.52(s,lH), 6.98(m.2H), 3.96(s,3H), 3.54(s, 
3H), 

[0 10 8] jgttWl (2) 

3 -;n^vU- 5 - (5- (4-^D^7x^) 7y> 

-2-^/l-^^u^) -2-^^y-4-^r/y ^ 

[fb4 5] 
[0 10 9] 




T L C : R f 0. 46 (^f-y : ftSfccfvl^ 3 : 
l) ; 

NMR (CDCI3) : 5 7.72-7.52(m,4H), 7.46(s, 1H), 
6.93(d,J=3.7Hz,lH), 6. 85 (d, J=3. 7Hz, 1H), 4.20(q,J=7 
Hz,2H), 1.30(t,J=7Hz,3H), 

[0110] mmmi (3) 

3 5 - (5- (4-^fn7x^) 77^ 

Hb4 6] 




[0111] TLC : R f 0.44 : 
;V=2 : 1) ; 

NMR (CDC13) : 6 8. 35 (d, J=8. 8Hz, 2H), 7.92(d,J= 
8.8Hz,2H), 7.51(s,lH), 7. 07 (d, J=4Hz, 1H) , 7.00(d,J= 
4Hz, 1H), 4. 22 (q, J=7. 4Hz, 2H), 1. 31 (t, J=7. 4Hz, 3H) Q 

[0112] mmn u> 

3-^^-5- (5- (3 - ^ n n7x^) 77^ 

-2-wy-4-fr/y^ 

[ffc4 7] 
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[ 0 1 1 3 ] T L C : R f 0. 51 : * * n # 

/VA= 1:3) ; 

NMR (CDC1 3 ) : 6 7.73-7.66(m,2H), 7. 52-7. 32 (m, 3 
H), 6.96(d, J=3.8Hz,lH), 6. 88 (d, J=3. 8Hz, 1H), 3.54 
(s, 3H) G 

[0114] mmmi (5) 

3 5 - (5- (2-^oo-5-)>y7^ 
n^fvl^a^/l/) 77X-2-^/^fUy) -2- 

[ft4 8] 




F 

[0 1 1 5] TLC : R f 0.55 : *nn# 

/W»= 1:2); 

NMR (CDCI3) : 5 8.24(m, 1H), 7. 64 (dm, J=8. 4Hz, 1 
H), 7.54(s, 1H), 7.53(dia,J=8.4Hz, 1H), 7. 40 (d, J=4Hz, 
1H), 6.99(d,J=4Hz, 1H), 3.54(s,3H) 0 
[0 116] jgfcWl (6) 



3-^^-5- (5- (4-p< Y**/y*-^) 7* 
y^y-2-^/u^^uy) -2-^**^-4-^ 

[ft 4 9] 



F F 

TLC : R f 0. F 54 (^3MJ-y : ^P^= 1 : 
2) ; 

NMR (CDC1 3 ) : 6 7.94(d, J=8Hz, 1H), 7.81(d, J=8H 
z, 1H), 7.72(t,J=8Hz, 1H), 7. 53 (t, J=8Hz, 1H) , 7. 52 (s, 
1H), 6.96(s,2H), 3.53(s,3H) 0 
[0 119] (8) 

3-^5v>-5- (5- (2, 6-^pp-4-}>!) 

- 2 - 4 -?-t^ y & / > 

[ft5l] 




[0120] TLC : R f 0.57 (^rf-^ : ?uu* 
: 2) ; 

NMR (CDCI3) : d 7.71(s,2H), 7.54(s, 1H), 6.99 
(d, J=3. 6Hz, 1H) , 6. 89 (d, J=3. 6Hz, 1H) ,3.51 (s, 3H) c 

[0121] mmmi o) 

3-^^—5- (5- (2- h y 

zn-yv) 77y-2-^f^fi/y) -2-^^y- 

Mfc5 2] 




HX 



[0117] TLC : R f 0.48 (^^ri^V : * o o * 
/VA= 1:2) ; 

NMR (CDCI3) : 6 7.87(s, 1H), 7. 60 (d, J=8. 8Hz, 2 
H) , 7. 38 (d, J=4Hz, 1H) , 7. 29 (d, J=4Hz, 1H) , 6. 95 (d, J=8. 
8Hz,2H), 3.86(s,3H), 3.52(s,3H) D 

[0118] mmmi (7) 

3-^^-5- (5- (2-h!J7/^P^f^7x 
Ut5 0) 




[0 12 2] TLC?': R f 0.60 (^ihy : ^nn* 
/W* = 1:2); 

NMR (CDCI3) : 6 8.05(dd,J=7.6, 1.8Hz, 1H), 7.52 
(s, 1H), 7.54-7.32(ra,3H), 7. 10 (d, J=4Hz, 1H), 6.99(d, 
J=4Hz, 1H), 3.54(s,3H) Q 
[0 123] mmi (1 0) 

3-^^-5- (5- (4-* Y*i/y^~;V) 77 

y-2— ow^uv) -2-wy-4-f7/y 

[ft5 3] 
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TLC : R f 0.50 (^IfV : * un*/W» = 1 : 
2) ; 

NMR (CDC1 3 ) : 6 7.74(d,J=9Hz,2H), 7.49(s,lH), 
7. 01 (d, J=9Hz, 2H) , 6. 95 (d, J=4Hz, 1H), 6. 74 (d, J=4Hz, 1 
H), 3.88(s,3H), 3.53(s,3H) 0 
[0 12 4] gglfeffij 1(11) 

3-^^vU-5- (5- (4-^fn7x^) 7yV 

-2-<iwf-\s» -2, 

[ft5 4] 




[0125] TLC : R f 0.27 n n */WO ; 
NMR (CDCI3) : 5 8.36-8.31(m,2H), 7. 91-7. 86 (m, 2 
H), 7.69(s,lH), 7.06(d,J=2.4Hz, 1H), 6. 95 (d, J=2. 4H 
z,lH), 3.27(s,3H) 0 

[0 12 6] %im\\ (1 2) 

3-^^-5- (5- (3, 5-fcr* (h57/Utn 
^fyV) 7*~jV) 77^-2- OWf M -2- 

wy-4-f7^y^; v 

[ft5 5] 



xCH 3 




[0127] F TLC:Rf 0.40 (^3ri^ : ^ n n zj> 
/PA= 1:2) ; 

NMR (CDCI3) : 6 8. 16(s,2H), 7.85(s, 1H), 7.53 
(s.lH), 7.05(d,J=3.8Hz, 1H), 6. 98 (d, J=3. 8Hz, 1H), 3. 
54 (s, 3H) 0 

[0128] mmn a 3) 



3-^^-5- (5- (4-^f-/W7ai^/l/) ^7 

^y-2-^;^^^>-) -2-^^y-4-^rv f 

IflS6 6] 



[0129] T L C : R f 0.43 (-^rf->- : ^nu* 
1:3) ; 

NMR (CDClg) : 6 7.88(s, 1H), 7. 55 (d, J=8. 4Hz, 2 
H) , 7. 39 (d, J=4Hz, 1H) , 7. 37 (d, J=4Hz, 1H) , 7. 23 (d, J=8. 
4Hz, 2H), 3.52(s,3H), 2.39(s,3H) 0 
[0 13 0] mi&m 1 (14) 



3-^^-5- (5- (4-^PD7i^) ^^"^ 
[ft 5 7] 




[0131] TLC : R f 0.44 {^**rV : * n a * 
/Wx=l : 3) ; 

NMR (CDC1 3 ) : 5 7.87(s, 1H), 7. 58 (d, J=8. 8Hz, 2 
H), 7.44-7.35(m,4H), 3.52(s,3H) 0 

[0132] mmn d 5) 



3-^^-/^-5- (5- (4-^nn7x^) yy 

-2, 4-^ryy^v> ? ^> 

[ft5 8] 




[0133] TLC : R f 0.50 (^on*M) ; 
NMR (CDCI3) : 6 7.72-7.64(m,3H), 7. 47-7. 39 (m, 2 
H), 6.89(d,J=3.8Hz, 1H), 6. 83 (d, J=3. 8Hz, 1H) , 3.26 
(s, 3H), 

[0134] 1 (16) 



3-^/1"- 5- (5- (4-hy7/^n^f;v7x 
Hk5 9] 
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[0135] T L C : R f 0.37 (^rf-y : ^nn* 
;v&= 1:3) ; 

NMR (CDC1 3 ) : 6 7.88(d, J=8.6Hz,2H), 7.73(d,J= 
8.6Hz,2H), 7.52(s, 1H), 6.97(s,2H), 3.54(s,3H) G 

[0136] mmm 1(17) 

3-^771/- 5- (4 -^-^y 2-^/vy ^ 

Ufceo] 




[0137] TLC:Rf 0.42 (^^y : ^nn* 
/VA= 1:3); 

NMR^(CDC1 3 ) : 6 7.97(s, 1H), 7. 54-7. 28 (m, 6H) , 
7. 10 (s, 1H), 3.52(s,3H) 0 

[0138] mmmi (1 8) 

3-^A—5- (5- (t°y^y-3-^/V) 77V 

y v 

Mfc6 1] 




[0139] TLC : R f 0.61 n n /Jvi-A : y ^ 
y — /V= 2 0:1) ; 

NMR (CDCI3) : 6 9.03(dd, J=2Hz, 1Hz, 1H), 8.61(d 
d, J=5Hz, 1. 5Hz, 1H), 8. 08(ddd, J=8Hz, 2Hz, 1. 5Hz, 1H), 
7.51(8,1©, 7.44(ddd,J=8Hz,5Hz, 1Hz,1H), 6.98(d,J= 
3.8Hz, 1H), 6.96(d, J=3.8Hz, 1H), 3.54(s,3H) c 

[0140] mmmi d 9) 

3-yfvu-5- (5- (fc> y i?y-4-' <;v) yyy 

jy 

Ut6 2] 



[0141] T L C : R f 0. 60 n u sfc/i/A : y ^ 
y—^= 2 0:1); 

NMR (CDC1 3 ) : 6 8.73(dd,J=4.8, 1.5Hz,2H), 7.62 
(dd, J=4. 8, 1. 5Hz, 2H) , 7. 07 (d, J=3. 6Hz, 1H) , 7. 52 (s, 1 
H), 6.98(d, J=3.6Hz,lH), .54(s,3H) 0 

[0142] mmn (20) 

3-T^7-5- (5- (3, 5-tf* (h!J7/V^-C2 
^Tvv) y^fv) yyy-2-4 )\<n-yy) -2- 

[ft6 3] 



F 




[0143] F TLC:R{ 0.72 (^nn : y ^ 

J 3 0:1) ; 

NMR (CDCI3) : 6 8. 16 (s, 1H), 7.87(s, 1H), 7.60 
(s, 1H), 7.06(d, J=3.6Hz, 1H), 7. 02 (d, J=3. 6Hz, 1H), 5. 
31(s,2H) 0 

[0144] mmmi (2 p 

3 -r ^ y - 5 - (5- (4-^7r^^7x^ 

[ft6 4] 



S 




[0145] TLC : R f 0.28 n n : y ^ 

y— A"= 10:1) ; 

NMR (DMS0-d 6 ) : 6 8. 01 (d, J=8. 7Hz, 2H), 7.96(d,J= 
8. 7Hz,2H), 7.74(s,lH), 7. 48 (d, J=3. 6Hz, 1H) , 7.47(br 
s,2H), 7.40(d, J=3.6Hz,2H), 5.95(s,2H) 0 

[0 14 6] mmmi (22) 
3-y ^-5- (5- yyy 
-2->(;v^^uy) -2-f^y-4-fr/y^ 
y y 

Mb 6 5] 
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[0147] T L C : R f 0.76 (^nn*/l/A : y * 
/— A-=2 0:1); 

NMR (CDC1 3 ) : 8 8.65(m,lH), 7. 83-7. 92 (m, 2H) , 
7.54(s,lH), 7.30(d,J=4Hz, 1H), 7.28(m, 1H), 7.01(d,J 
=4Hz, 1H), 3.54(s,3H) 0 
[0148] &mm (2 3) 

3- -5- (5- (4-*n 

lite 6] 



TLC : Rf 0.40 (^ n n /ft/l^ : y ? y — ;l/= 2 
0:1); 

NMR (CDCI3) : 8 9.22(s,lH), 9. 14(s,2H), 7.52 
(s,lH), 7.05(d,J=3.9Hz, 1H), 6. 99 (d, J=3. 9Hz, 1H) , 3. 
54(s,3H) 0 
[0 15 3] fkimi (2 6) 

3- (3- (^!)y-4-^f;H r/ntW) -5- 
(5- (4 - * uuy ^^/V) /Mfl/ 
-2-^^fy-4-^TV f Ds^y y 

lite 9] 



OH 




[0149]TLC:Rf0.59(^nn afc/VA : y * 
2 0:1) ; 

NMR (CDCI3) : 8 7.7l(d, J=8.4Hz,2H), 7.50(s, 1 
H), 7.46(d, J=8.4Hz,2H), 6. 97 (d, J=3. 6Hz, 1H) , 6.86 
(d, J=3. 6Hz, 1H) , 4. 40 (t, J=5. 5Hz, 2H) , 3. 97 (q, J=5. 5H 
z,2H), 1.88(t, J=5.5Hz, 1H) 0 

[0150] mmmi (24) 

3- (2- ( s e/U^])>-4 — f/U) -5- 
(5- (4-^PP7x^) 77y-2--f/Mf 

y) -2-wy-4-fr/y^;y 
lite 7] 




[0 15 1] TLCW 0.63 (^nn^;VA : y * 
2 0:1); 

NMR (CDCI3) : 8 7. 71 (d, J=9Hz,2H), 7.47(s,lH), 
7.45(d, J=9Hz,2H), 6. 95 (d, J=4Hz, 1H), 6. 85(d, J=4Hz, 1 
H), 4.28(t, J=6.8Hz,2H), 3. 66 (t, J=4. 5Hz, 4H), 2.70 
(t, J= 6. 8Hz, 2H) , 2. 55 (t, J=4. 5Hz, 4H) 0 

[0152] mmmi (25) 

5- (5- (t°y ^ f/V) 77 

v-2-4 /Mfi^y) -2-f L ^-^y-4-^ry r y 

[ft 6 8] 




T L C : R f 0. 42 (? n n ib)VJ» : y * y -/U= 2 
0:1); 

NMR (CDCI3) : 8 7.71(d,J=8.4Hz,2H), 7.46(s,l 
H), 7.46(d,J=8.4Hz,2H), 6. 95 (d, J=3. 6Hz, 1H), 6.85 
(d,J=3.6Hz,lH), 4.24(t,J=7Hz,2H), 3. 66 (t, J=4. 5Hz, 4 
H), 2.46(t,J=7Hz,2H), 2. 40 ( brs, 4H), 1.93(tt,J=7H 
z, 7Hz, 2H) 0 
[0 15 4] jlttflll (2 7) 

3- (2- (t 0 ^!) i?y- 1 — - fyu) xfyu) - 5 - 
(5- (4-^dp7x^) 7^V-2-><yvy^U 

y) -2-mv-4-f7/y^yy 

[fb7 0] 




T L C : R f 0. 46 OW* tfvW* : y * y 2 
0:1); 

NMR (CDCI3) : 8 7.71(d, J=8.7Hz,2H), 7.46(s,l 
H), 7.45(d, J=8.7Hz,2H), 6. 94(d, J=3. 6Hz, 1H), 6.85 
(d,J=3.6Hz,lH), 4.28(t,J=7.2Hz,2H), 2. 64 (t, J=7. 2H 
z,2H), 2.50(brt, J=5Hz,4H), 1. 54 (brt, J=5Hz, 4H) , 1. 
48-1. 36 (m, 2H) 0 
[0 15 5] (2 8) 

3 -y ^vw- 5 - (5- — r^) 77 
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[ft 7 1] 




[0156] T L C : R f 0.65 (* o u ^/VA : * 
/-/V=2 0:1); 

NMR (CDC1 3 ) : 6 8.84(d, J=6.0Hz,2H) f 7.58(s,l 
H), 7.47(d, J=3.6Hz, 1H), 7. 23 (t, J=6. 0Hz, 1H) , 6.97 
(d,J=3.6Hz, 1H), 3.54(s,3H) 0 

[0157] mmmi (29) 

3- (3- (4 1— {M ?u\f;V) -5 
- (5- (4 pp7i^) 77>"2-^f/vyf 

[ft 7 2] 




[0158] T L C : R f 0.55 (^on^M : 
1 0:1); 

NMR (CDCI3) : 6 7. 71 (d, J=9Hz,2H), 7.54(s, 1H), 
7.48(s, 1H), 7.46(d, J=9Hz,2H), 7.08(s, 1H), 6.98(s, 1 
H), 6.97(d, J=4Hz, 1H), 6. 86 (d, J=4Hz, 1H) , 4.18(t,J=7 
Hz,2H), 4.05(t,J=7Hz,2H), 2. 27 (tt, J=7, 7Hz f 2H) e 
[0 15 9] Hffiflll (3 0) 
3- (2-^ h*voi^) -5- (5- 

[0 16 0] 
[ft7 3] 




T L C : R f 0. 30 o P tf^t-A : ^3rf- V= 3 : 
1) ; 

NMR (CDCI3) : 6 7.70(d, J=9Hz,2H), 7.48(s,lH), 
7.46(d, J=9Hz,2H), 6. 95 (d, J=3. 9Hz, 1H) , 6.85(d,J=3.9 
Hz, 1H), 4.37(t,J=6.6Hz,2H), 3. 72 (t, J=6. 6Hz, 2H) , 3. 
37 (s, 3H) 0 
[0161] ^«W2 

3-^^-5- (5- (4-^hD7x^) yyV 




-2-4 -2-f^y-4-f7^y^y 

[ft7 4] 



0 2 N 



[0162] 3 -p<?vW- 5 - (5- (4-^hn7x 
=.JV) 77^-2-f/Mfl/y) - 2 -^^y-4 
-fr/J^/y (3 4 6mg, CAS RN 69512-99-8) 
COhy^y (15ml) WCv^xfyH, 4-v?t 

Kn-2, 6-^^/w-3, 5 -try S^y^*/U** 

(3 3 0mg) tSttftLfc^y*^ (1 

g) Srioir, not-esRfBsoftaftLfc. 

\cmmu in-si?«u «*«sw-hy*A-c 
jgffitfco Mw^y^y^7A^n-7F 

ft. RMkU TE*tt«Sr#rs*»Wft'&» (2 6 0 
mg) Sr#fc 0 

TLC:Rf 0.52 (^nn^W) ; 
NMR (d 6 -DMS0) : 6 8. 32-8. 24m, 2H) , 7. 87-7. 79 (m, 
2H), 7.22(d,J=3.4Hz, 1H), 6. 47 (d, J=3. 4Hz, 1H) , 5.02 
(dd, J=5. 2, 7. 2Hz, 1H) , 3. 59 (dd, J=5. 2, 15. 8Hz, 1H) , 3. 4 
9(dd, J=7. 2, 15. 8Hz, 1H), 3. 29 (s, 3H) P 

[0163] mums 

3-^^;u-5- (5- 79> 

-2-^;^fi/y) -2-wv-4-fr^y^ 

[ft7 5] 




[0 1 6 4] (1 9) -CjtSLfcft^tt (2 5 

7mg) O^np*;^ (2 5ml) SSK^, 4N-S 
ikfrm/tim*-?* (0.5ml) SriP*., Mt3 0» 

(2 8 2mg) 

T L C : R f 0. 58 (^ n n fr/UJ* : / — /W= 2 
0:1); 

NMR (DMS0-d 6 ) : 6 8. 90 (dd, J=5. 4, 1. 2Hz, 2H), 8.12 
(dd, J=5. 4, 1. 2Hz, 2H) , 7. 91 (d, J=3. 9Hz, 1H) , 7. 76 (s, 1 
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H), 7. 46(d,J=3.9Hz, 1H), 3.40(s, 3H)„ 

[0165] mmw3 (i) ~mmM3 (6) 
mmmi (is) , mmmi (22) , mmmi (2 
4) , man (26) v mmmi (27) *s±utnis 

Ml (2 9) -C«»Lfcfc^*H*«3iPI«©J(*fls 

[0166] mnw3 (1) 

5 - (5- (f!li?y-3-^V) 79 V 

-2— f/Mfl'V) -2-wy-4-fr , /!)v ! 

/ v • mmm. 

[ft 7 6] 




TLC : R f 0.61 (^nn*/W» : *9 J—>V=2 
0:1); 

NMR (DMS0-d 6 ) : 5 9. 14(d, J=2Hz, 1H), 8.67(dd,J=5 
Hz, 1Hz, 1H) , 8. 35 (dm, J=8Hz, 1H) , 7. 74 (ddm, J=8Hz, 5Hz, 
1H), 7.72(s, 1H), 7.54(d, J=3.9Hz, 1H), 7. 40 (d, J=3. 9H 
z,lH), 3.40(s,3H) o 
[0 16 7] $mffl3 (2) 

3-/^/14-5- (5- (t°])i?y- 2-4/1") 77V 

-2->f/Mfi/>') -2-f*^y-4-^ryy^ 

[ft 7 7] 




T L C : R f 0. 76 n n zivl'.A : / # J —?V= 2 
0:1); 

NMR (DMS0-d 6 ) : 5 8. 68 (d, J=4Hz, 1H), 8.04(t,J=8H 
z, 1H), 7.86(d,J=8Hz, 1H), 7.72(s,lH), 7. 37-7. 47 (m, 3 
H), 3.40(s,3H) o 
[0 168] (3) 

3- (2- ^5vW) -5- 

(5- (4-^nP7x^) yyy-2 — f/M^l^ 

[<b7 8] 




[0169] TLC: Rf 0.55 (^nn^l/A : 
/ —>V= 2 0:1) ; 

NMR (DMS0-d 6 ) : 6 11. 07(brs, 1H), 7. 86 (d, J=8. 5H 
z,2H), 7.71(s, 1H), 7.65(d, J=8.5Hz,2H), 7.40(s,2H), 
4. 4 1 (brt , 2H) , 4. 05-3. 90 (m, 2H) , 3. 82-3. 66 (m, 2H) , 
3. 65-3. 37 (m, 4H) , 3. 30-3. 02 (m, 2H) 0 

[0170] mnmz u) 

3- (3- (^/V-^y y-A-4)V) zfuV/U) - 5- 
(5- (4-^pd7x^) yyy-2 — f/M^U 

y) -2-wy-4-fr/y^y-Sifi 

[ft7 9] 




TLC : R f 0.41 (^nn^A : ^y^=2 
0:1); 

NMR (DMS0-d 6 ) : 5 10. 80(brs, 1H) , 7. 86 (d, J=9Hz, 2 
H), 7.70(s,lH), 7.65(d,J=9Hz,2H), 7.39(s, 2H), 4.09 
(t, J=6.6Hz,2H), 3. 98-3. 86 (id, 2H), 3. 80-3. 65 (m, 2H), 
3. 48-3. 26 (m, 2H) , 3. 22-3. 10 (m, 2H) , 3 . 09-2. 92 (m, 2 
H), 2.20-2.04(m f 2H) o 
[0 1 7 ll ->am3- (5) 

3- (2- (tr^PS»-l— fAO afvW) -5- 
(5- (4-^P7i^) 77^-2-f/Mf^ 

[ftso] 




0:1); 

NMR (DMS0-d 6 ) : 6 9.28(s,lH), 7. 87 (d, J=8. 7Hz, 2 
H), 7.74(s, 1H), 7.66(d,J=8.7Hz,2H), 7.41(s,2H), 4. 
39(t,J=5. 5Hz,2H), 3. 68-3. 54 On, 2H) , 3. 43-3. 35 (m, 2 
H), 3.06-2.85(m,2H), 1. 90-1. 30(m, 6H) 0 
[0 17 2] Mgflg (6) 

3- (3- (>f**V— ;l"-l — T/L-) T^ntVU) -5 
- (5- (4-^po7x^) yyy-2 --f/M^ 

i/y) -2-f^y-4-f7yy^yy«fiSS 

[0 17 3] 

Mb 8 i] 
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II (2 6) -QWt^tzit^m (9 6mg) <DZv 
\ (10ml) mH\^ ttVTstVib^ (13.5 

U tt««r*rr***Wft^« (10 2mg) *»fc. 

\t // «HC1 TLC : R f 0.37 (fauft/VJ* : y 2 

T L C : R f 0. 52 (^ u n : ^ ^ y — /f= 1 0:1); 

0:1); NMR (DMS0-d 6 ) : 6 9. 53(brs, 1H), 7. 86 (d, J=8. 7Hz, 

NMR (DMS0-d 6 ) : 6 9.08(s,lH), 7. 86 (d, J=8. 7Hz, 2 2H), 7.71(s,lH), 7. 65(d, J=8. 7Hz, 2H), 7.40(s,2H), 

H) , 7. 78 (s, 1H) , 7. 69 (s, 1H) , 7. 67 (s, 1H) , 7. 65 (d, J= 4. 09 (t, J=6. 6Hz, 2H) , 4. 02-3. 88 (brd, 2H) , 3. 67-3. 53 (b 

8.7Hz,2H), 7.40(s,2H), 4. 27 (t, J=7Hz, 2H) , 4.05(t,J= rt,2H), 3. 46-3. 26 (br, 2H), 3. 26-3. 12 (br, 2H) , 3.12- 

7Hz,2H), 2.23(tt, J=7,7Hz,2H) 0 2.96(br,2H), 2.29(s,3H), 2. 15-2. 02(br, 2H) 0 

[0174] mmm4 io 1 1 6] 

3- -fn\f;v) -5- mmm] $mm i 

(5- (4-^D7xx;V) ^T^#^«T^felC <fc 9 UfctMT«L"C, -fig* 

y) -2-^y-4-Wy^y - y *y*/v ici o 0mgofiH4*^Sr^+ 5«S0i o oe«r» 

[0 17 5] 
UtS 2] 

V f 'CHsSOaH 

(5- (4-^od7x^) 77V-2-^/Mfl/y) 

-2-^y-4-f7/!)v ? ;y lo.og 

OHKH) 0.2g 

^rryylvm^ mum o.ig 

9.7g 

[0177] «««2 mstufeu lry^t, 2 0mgoistu»m 

9 SSL, 5ml To, ry/;W:*«L, 19 

• 3-r^/-5- (5- P7x^;V) 77V- L^V) 

-2-^^y-4-^r^y ^y > 2 g 

• "7 y ^ y h 5 g 

• ^§faR .... 1000m 1 



7ny h'*— $*0jffi# 



(51) Int. CI. 6 MBUIS* FI 

A6 1K 31/425 ACL A6 1K 31/425 ACL 

ACS ACS 

ACV ACV 

ADA ADA 

ADZ ADZ 

AED AED 

31/44 ABG 31/44 ABG 

31/445 AC D 31/445 ACD 
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31/505 ABF 
31/535 ABE 
C 0 7 D 417/14 2 13 

2 3 9 



31/505 ABF 
31/535 ABE 
C 0 7 D 417/14 2 1 3 

2 3 9 



